B * m # It ff 

JAPAN PATENT OFFICE 



PCT/JP2004/008607 

21.06.2004 



wiTh^ll that the annexed is a -py of the following application as filed 



m m ^ n b 

Date of Application: 

m H # 

Application Number: 
[ST. 10/C] : 



tts m 

Applicant(s): 



A 



2003^ 6^190 

#!i 2003-175212 
[JP2003-175212] 



flEC-D 1 5 JUL 2004 



WIPO 



PC7 



V 



PRIORITY 
DOCUMENT 

SUBMITTED OR TRANSMITTED IN 
COMPLIANCE WITH RULE 17.1(a) OR (b) 



> 

CD 
I— 

m 

o 
O 

5 



Ifi 



Jpll' •■ • 



| Commissioner, 
Japan Patent Office 



200 4^ 4E 2B 



4 





tbliE#^- ffifE# 2004-3027763 



#02 0 0 3 - 1 7 5 2 1 2 . . 

imm^r] P02511506 

^awojfsteBjft-t > * - ft 

IffimilA] 

[WJ##] 000002831 

[ftSAJ 

WftgU#^-J 110000084 

[»J#-f-] 100068700 
[SftSUS-^-] 100077562 



£B§iE#2 004-3027763 




#^2 003-175212 



^ : 2/e 



[»J1|-t] 100096736 

[«£LfcffcSA] 

[SfcSU*-^] 100089048 

GBttLfcffcSA] 

[ISfegiJS-^] 100101317 

ElftLfcftSA] 

[MJ##] 100117156 

[«ttLfcft«A] 

[MfeSUfMM 100111028 
[#S±] 

[^&ifeg#-^] 164232 
MMM&l l 



tti§iE# 2004 — 3027763 



#11 2003-175212 



im&mi] Tias; (6) : 



ANH 




(6) 



* (l) : 
[ft 2] 



ANH 




CQ 2 H 



(1) 



2] fufe^ ( 6 ) ^ (5) . 



CO z R 2 



X ' OR 



(5) 



£B§iE# 2004-3027763 




#H2 003-175212 



W**3] WflBA (5) (4) . 

4 ] 



ANH 




C0 2 H 



(4) 



»*3U] Mf5^: (4) T*$*t*-fb 
[ft 5] 



£#7^ sfc (3) 



S ' OR 1 



(3) 



i***5j mac (3 ) ■c***.nt*m#, a < 2) • 



OR 1 



(2) 



WfflE# 2004-3027763 




#M2 00 3-1 752 12 



lit 7] 



ANH 




NH 



m***i mm*******,**,, ******* sraow 



5$ (6) : 

[ft 8] 




(6) 



im^mi o] g£ ( 5 ) : 

[ft 9] 



ANH 




(5) 



&SE# 2004-302776 




2 003-175212 



im&mi i] • (4) : 

Hki oj 



CO a H 



ANH 





OR 1 



[«f*Sl 2] ^ (3) ; 
[ft 1 1 J 



F (3) 

OR 1 



[0 0 0 1] 

[MH±cO^IJffi^] 

[0 0 0 2] 

^"^^Wm^i UBUKWBs^^ MR 

1 ) # 

[0 0 0 3] 



tBiI#2 004-3027763 



#®2 003-175212 



5/ 



Iffcl 2] 




C0 2 H 



(I' ) 



(0 0 0 4] 

[0 0 0 5] 
[ftl 3] 




[0 0 0 6] 



BBR&HWO 0 2/0 4 0 4 7 8^1 
[0 0 0 7] 



tiiIiE#2 004-3027763 




#8(2 0 0 3-1 7 5 2 1 2 
**S*****.T„.*. L * u Htth^^ (1R 2s) 

[0 0 0 8] 

[liS £ fll^f htztb <DZ£&) 

»BS (3) OMK ^ BSBtt^^^ 

[0 0 0 9] 



HJfiE# 2004-3027763 



Hfcl 4] 



#02 003-175212 



: 




[0 0 1 0J 

[0 0 11] 

fip-fc,, *5W§KJ:oT, TIE^: (6) : 



2004-3027763 




#M2 003-175212 



Wfcl 5] 



ANH 




(6) 



[0 0 12] 



5* (l) 

[0 0 13] 
Hfcl 6] 



ANH 




CQ 2 H 



(1) 



[0 0 14] 

[0 0 15] 

(6) ^Sftafl^WU g£ (5) . 
[0016] 

Cfbi 7] 



u 

N ' OR 1 



(5) 



tB§E# 2004-3027763 




2 003-175212 



^ — 



[0 0 17] 

(1R> is,.,-^^^^,^; 

[0 0 1 8] 

MIB^ (5) ^*$*L*ffc^»tt, g$ (4) . 
[0 0 19] 
Iftl 8] 



ANH 




C0 2 H 



(4) 



OR 



[0 0 2 0] 



[0 0 2 1] 

fulfil (4) -«§*l*^^ i4 , ^ (3) 
Utl 9] 



ANH 




CO a R 



(3) 



[0 0 2 2] 

R1WAtt ^^**) ****** 

[0 0 2 3] 



fflil#2 004-302776 



#02 003-175212 



tinttt (3) -c^sti-Mb^tA^ 5£ (2) : 

[0 0 2 4] 

Wb2 o] 

.C0 2 R 

(2) 

[0 0 2 5] 




RatfRitttwsoaoT**) -waft*****, * (2) 0<b ^ 

W^t-^^^-C. TfS^.- 
fO 0 2 6] 
[ft2 1] 

ANH \ J 

[0 0 2 7] 

Att«WBoa»)T**) TiES*L£ ( 3 R) - 3 - (1 _ 7 , ; ^ n 
[0 0 2 8] 

(2) 2> 4-5>7;M-n-3-T*3**ftt 

[0 0 2 9] 

* (1) - (6) ^RliLTIi, ^iif^; K a^; K n _y n ^ 



ffiIE# 2004-302776 




*W2 0 0 3- 1 7 5 2 1 2 . 



[0 0 3 0] 
[0 0 3 1] 

* (2) (3) *« RttTtt , „* (f ^, K ^ n 

[0 0 3 2] 

(Boo) S , -O^+ti,**^^ (Cb2) 
[0 0 3 3] 

[0 0 3 4] 

[0 0 3 5] 

* (4: ^*m<mmt^z. * (4) K * M#K(WIWWHtl: 



£B§iE#2 004-3027763 



#®2 003-175212 



[0 0 3 6J 

* (.) ^tttttwtr**, * (3) ^t*^*,^ 

[0 0 3 7] 

■*«m«*6. *^°f***5'Kww W | W ir«»»-e*** (i) « 

[0 0 3 8] 

ft** (2) *«i + * Ctt , 2> + 
^ T*»*r* = -* (R OH) 

!^^~'" WSLv> ° ********* lt,*, jus a ; 

^^"^-lawatuiat-n. (2) ^ Sjgftt 

[0 0 3 9] 

jb&Mi (2) -fh^_X3J_ 

(3) W4Ktt , ^ (2) cwu r , yfcWMtSKjfc 
3R) -3- (l-r,;j,, Brtto) -en.j^JK^,, 



tfi§iE3#2 004-302776 



#12 0 0 3-1 7 5 2 1 2 . 



(4&) -cg^sje^j^^ 



&sE#2 004-3 0 27763 




W2 00 3-1 752 1 2 



[2. 4] l-T„- 6 - mifB f2 \j 

2^?' l-r^-3-r^->,o [3 . !. o]^>, s-hKB 

10 0 4 0 J 

■ffc-S* (3) (4) i-gstAi-w ^^-«*. 

****** L < - *»»»- 1- '> »*»*v.sm» u » AWW j c t# 

*i«t« 5WJB «« t54wte ^ TM (4) 

[0 0 4 1] 

fl:«* (5) *«■*■* ttt, (4 ) isftf*^ t ^ nr/lt 



tbiE#2 004-3027763 




2003-175212 . 



f ********* x« 

[0 0 4 2] 

ft** (6) ft** ( 5) *=«*»+-c^ h ^^ 4 ^ |4jJ . A , h 

**K*«-***»c tt , ^ A , D7h „ 7 , 

[0 0 4 3] 



ffl§E# 2004-3027763 



#SS2 003-175212 . 



jam (i) t#* Ktt , * K wd + * iM , cfl: ^ (6) S ^ 1U 
«t, s***™*^ *; V> m^mwm. 

«*• (i) «tft»ft» KM « itU tt 

[0 0 4 4] 
[0 0 4 51 

[a 



tB»iE# 2004-3027763 



#H2 003-175212 

2, «-^*n- 3 -^^*A«, (18 . 8g)tJ|0 e WKA ^ £ fi 
TK^XOO «»iT»Lft. *H-*,**** Ar , K0 . 5 

[0 0 4 6] 



i : 



(3R) -3- ( 1 -HH^r \.^y*^^VT ^^ D y n _ e 
n«;^(64* 85%«) tjMt (o.45^TtS«l#« 0 ^ U 2 4 

*1 



N,N— v'^fj^tJl'Ar 3 K 



-2f£ ljje. 



18:82 

2 0:80 
2 9:71 
5 0:50 

7 2:28 

8 0:20 



tHsE#2-0 04-3027763 



003-175212 



2 [ (31) -3- (l-tHtrht!,**^^^,,^^ 

1H-NMR (400 MHz, CDCI3) d 0.73-0.85 fa. 4H), 1.36 (t. J=6 8 Hz 
• 3H). 1.42 (s, 9H), 1.66-1.72 ( m , 1H). i. 92 _ 2 . 05 (m . 1H) _ . ^ 
W>. 3 26-3.34 („, 3H), 3.47-3.53 On, 1H), 3.82 (s, 3H), 4.10 (q, M 8 

h im 4 '" <brS ' 1H) ' 6 ' 63(t ' J - 9 ' 0H2 ' 1H) ' 6.4 

nz, 1H) . 

4- [ (3E) -3- <l-*Hfiiyh + ->*^^ 75y . >#n:7 . nlf;W 

-2-7**0-3-;. ► + J,ft* Mfct * M4tt » 

Aw 

B«M ! 1H-NMR (400 MHz, CDCI3) d 0.76-0.88 ( m , 4H), 1.37 (t J-7 3 Hz 
• 3», 1.41 (s, 9H), 1.70-1.79 (m, 1H), 1.95-2.05 ( m , 1H), 2.28-2.38 ( m , 
H), 3 30-3.38 ( m , 1„), 3.45-3.60 < m , 3H), 3.78 (s, 3H), 4.33 (q, J=7 .3 

^ *- S0 ^ S - IH) ' 6 ' 31 <* M-Oft. 1H), 7.19 (t, J.9.0, 1H). 
[0 0 4 7] 

Mt&ffl 2 : A—JLL3R ) - q - r , ^-^^t * , 

(3R) -3- (l-iEI^^>* ; ^ ny ^ D7?nk>) _ k „ 

Bfe***(4.75 g)fcLTWfco 
[0 0 48] 



£BSE# 2004-3027763 



\ 




#H2 003-175212 



3 : 4 - r ( 3 r ) _ q / -i «- . . „ , 

4 [ (3R) -3- (l-*=«rh*->*,u*-- Jur5y . > ^ D7 . Dfcf;1/ 
W***y-*2M. C ** t , lS«»h.,^* SB (34.5.L) * 

[0 0 4 9] 

4- [ (3R) -3- ( 1 -»H»7 h t->*^fc* T ; y # D7 . D ^ 
) -jin.; -2- 7M a.3-/ H . /emBt#(!i(| 

T*Cl.» g) fcWS-nw, L oo^ h , b Kn , , >245 }gTS*T 

KftfeMK: HutK (400 MHz, CDCI3) d 0.73-0.88 ( m , 4H), 1.37 (f J-6 8 
3H), 1.41 (s. 9H), 1.66-1.80 ( m , 1H), 1.95-2.05 („, 1H), 2.20-2 44 ( 
-. 1H), 3.25-3.40 ( 0 , 1H), 3.50-3.65 fa, 3H), 3.77 (s. 3H). 3.90 (d J-3 
■6 Hz, keto), 4.23 (,, J=5 . 8 fe , 2H)> 4 . 92 (br s> M) _ g ?3 (> _ ^ g 

•31 (d, J.9.0 Hz. BO. 7.58 (t. J.9.0, 1H), 12.77 (br s> enol) 



tBSE#2 004-3027763 



#M 2003-175212 



20/ 



[0 0 5 0] 

mmms : (E7>^ -9- H rnr^ * ^ 

- La R) -3- Q -^ - ^^K^^^ 

/-^-^ Lzz A JkA — ? — ~7 )V^u— i 

L2 - i - — I UK, ?S) -^-- 7 )\,± U -i -fru-f 

U- [ (3R) -3- (l-»n^>*^75y^n^tf 

**M0.79 g)^ ( 0 .48 ^D^^g^ ( 0 . 71 

ttEWtLfco WWWh^^^L^^^^^ ^ 

^yn^7^.f^ (0i46gK WhVx W ^ (0.36*)* 
^t»B» Lfto »M«>*»****u iwmj:^^ 

[0 0 5 1] 

(ET > KZ) -2- 14- [ ( 3 R) -3- (l-»H»r>#->* W ^ 7 
-3-t (1R , 2S) -2- 7 ^n- 1 -> ?Dyn ^ 7 , 

0 ™ L *»*-«orT*M«»t*, ama. est**** 



2004-3027763 



#K2 003-175212 



^-y. 21/E 



«■«»*: 1H-NME (270 MHz, CDCI3) d 0.68-0.95 fa 4H). 1.30-1.60 fa 
2H). 1.43 (s, 9H), 1.72-1.90 fa, 1H), 2.05-2.15 fa 1H), 2.23-2.40 fa 'l 
H), 3.37-3.71 fa 4H), 3.53 (s, 3H), 3.80-3.90 fa, 1H), 4.75-5.05 fad, J 
=51-9 Hz, 1H), 4.98 (brs, 1H). 6.94 (d, J=9.2Hz, 1H). 8.07 (d. J=9.2 Hz 
, 1H), 8.66 (d, J=3.1 Hz, 1H), 15.20 (br s, 1H). 



HJiE!S2 004-3027763 



#SI2 003-175212 



rie^ ( 6 ) : 



ANH 




(6) 



[ft 2] 



ANH 




C0 2 H 



(1) 



Wfc3] 



ANH 




A ( 5) 



(6) 



£BsE#2 004-3027763 



lit 4} 



#M 2003-175212 



^-v: 2/E 



o 




(5) 



ttilE# 2004-3027763 



2003-175212 



^ 0 0 3- 1 7 5 2 1 2 
***** 5 0 3 0 10 2 7 14 2 



SS* 0 0 9 7 

ima «15^ 6H2 0B 

[HWB] «cl5^ 6^195 



^->*: i/E 



ffiSE#2 0 0 4 



-3027763 



0 0 3 - 1 7 5 2 1 2 ^ V : 1/E 

& & a m m m m. 



[000002831] 
1 ' 1 9 9 0^ 8*280 

^ m m«f*KB*»3Tll4tl0f 



ffiliE## ffifiE#2 004-3027763 



